<19)H#iMWW (JP) 02) £fc f£ ^ (A) (H)ttftOM&«*t§' 

#^Fl 1-506468 

(43)&SB ¥*Sll*p(1999)6J3 8B 



F I 

C 0 7 C 275/40 
A 6 IK 31/135 
31/17 
31/215 
31/27 



(21)tiUHre 
(86) (22) ARB 


-500302 


(71) fflKA 


*rjs*rtp«p *Em«»r 3 -re 4 # i * 


8^(1996)6^4 8 


(85)«Pt«lfflB 


9 ¥ (1997)11^198 




&W ffift 


(86)BBma»# 


PCT/J P 9 6/0 1 5 0 0 




*"tr«-^.1279 -207 


(87)BB&W## 


W096/3 9382 






(87)HB^Baa 


¥l£ 8 *F (1996)12/1128 




*Rjfif»BaTWS*t£2 - 2 -13-101 


(31)«$fc*fc£!6#^ 


951135 5. 1 




tiff a* 


(32)«ftB 


1995^6^6 8 




*EJfc*RH)JflKiUil 1-4-5 


(33)«$fc*fcl3BH 


-f=? (GB) 


(72)|8W# 




(81) rasa 


EP (AT, BE, CH, DE. 




a»sas«Te«pfiiiij# 1-2 -10-203 


DK, ES, F I. 


FR, GB, GR, IE. IT, L 


(72)5MB# 


mm ft§ 


U, MC, NL, PT, SE), CA, CN, JP, K 




Aism^srt^* 1-21-14 


R, US 









(54) mmozm 



(sDinta* ssuwiB# 

C 0 7 C 275/40 
A 6 1 K 31/135 

31/17 

31/215 

31/27 



(57) 




HCONB-R 



NB 

-(A 1 -NH) m -E-(HH) n -R 4 

(*+, r 4 «*jr, ffsti«anfc7'j-Mti/ 
nfc7u— juat, <s»7M*f ti*&B i -ear 

jv*;w > h 'J as, A 1 

tfnuttn?not&tti. ft-e-n-fn^f. ) trsa 

-a2-r6 

-jhm»j»- i 7msKi. i. 

2, 3. 4-f t-7tKD+; U >- 1 — fJVX, 1. 
2, 3, 4-fh7tKP-f V*y<J>-2— fAS* 



^X^;P (ffift) r/^Jldfc* 3, 4-^hPO'f 

(ffi»7A*;M'5/) (tt*fc«a 

&-ttn?n*-r. ) -c&sn-sak r»w 



(2) &m¥- 1 1-5064 6 8 



1. 5£ 




NHCONH-R 



-p3 



NH 

- (A 1 -NH) m -l!-(NH) n -R 4 



m*3 J; Xf n tt^*X«*:*l 0 * fcfi 1 , 

— A 2 — R 5 

Kl, 1, 2, 3, 4-rh7t Ka^r/yy-l-^/H 

. 1, 2, 3, 4-rh7t Kn-f y*/ y ^-2— f/u**fctt-f A> 

R 6 



-A 3 4-R 7 



t*y^/U ((Sift) ^-/U (ffifi) T/^/l'S. 3, 



(3) 1-506 4 6 8 



A 3 n®MT/v*cisi/m. 
R 2 tezkiSi ; 



-(CH 2 ) 3 -CH- x 

is 



&9 



-{CH 2 ) 3 -N- % 
1* 



R 9 ttTk*. T i^/wS* fcteffit * ftfc T y -/w«r* L T ^ T J: ^ 

y -^miktcnfrm^wm z titer » -^s. 

2. R'^i/ryS, tt^/w^^/us, 



NH 

- (A 1 -NH) m -H- (NH) n -R 4 



(4) 1-506468 

1 -ffii&T A-3r/U>< > K y /i>m. 

m*3 J: Xf n f±**v«x 0 £ fi 1 . 

— A 2 — R 5 

-<^S> l, 2, 3, 4 -t 1 Ko^p-y y i -^f/ug 

, 1, 2, 3, 4 - r h 7 t Kp-T y ^/ y y- 2 - >T/VSf /c(i>f ^ ^^-/U 

- 1 — r /i-s. 

A 2 liffiiRr/^u^Sx 

R 6 

-A 3 4-R 7 

/u (4&m) Tfv^rivm. 3, 4-v?t Kp^y=¥yy^s x 

p) :7o,-/W T/l^/Ug. [hV^P (ffift) 7/UP^r^] ^^n/U ( 

A 3 M&&T/l'*cl'>m. 



(5) 



^f* 5 ? 1 1-506468 



-(CH 2 ) 3 -CH- , 
R8 



-(CH 2 ) 2 -N-CH 2 - 
R9 



-{CH 2 ) 3 -N- 



3. R l ^v/TyS, ft^/W^^;H N 



NH 

-A 1 -NH-C-NH»R 4 



5£ 



NH 



•A 1 -NH-C-R 4 



(6) 1 1-506468 



■a 



NH 

R 4 



J-KH- 



NH 



JLMn 

4- 



-A2-R 5 

>f/u£. 7^;K$KI» 1, 2, 3, 4-r h7t Kn^y y y-i — (ju 
s 1, 2, 3, ■ 4 - f h 7 K KP-f y *y J 2 - ^f/Hifcfi'f 5 ^-/u 

- 1 — r ^ 

A 2 fifiSRT UVS. 



it 

R 6 

-a 3 -*!f-r 7 



(7) 



1 1-5064 6 8 



~*v (fife) T/u^/uS, (*y-*fctt^-*fcllhyfiftT/u=i^^) 7 

T/l-^r/US. [hy^P (ffijR) r/V=>^ri/] 7 SCSI'S 

[{BRT/Ua*^] [M/np ((gift) T/^^i/] (fijR) r 

a 3 ttfiftr/^u^aE. 

4. 5£ 



NHCONH-R 3 



NH 

- (A 1 -NH) jn -(f!~ (NH) n -R 4 



-A 2 -R 5 

-f/l^ 1, 2, 3, 4-rh7t Kn^y yy-1 — ( 



1-506468 



n i, 2, 3, 4 -f h 7 1 Kp>f y y y- 2 - ^/ug^fc^ ^/-/u 

a 2 ni&mr/^i-^m. 



A 3 ttfiiRT/^U'^S, 

R 2 f4*i!i ; £fc(4 

R 1 *5 £ R 2 LT, 



r 9 r >/^m^ tc \zl s» z titc r v l x ^ r t <t ^ 



R6 

-A 3 -N-R 7 




- (CH 2 )2'N-CH 2 - *fc!4 



" (CH 2 ) 3 -N- 




(9) 



ftm^l 1-506468 



(i) * 



H2N-R 3 

\ 4|— NHCONH-R 3 



R 1 > R 2 *3<tt/R 3 (i^rtt^ttltna^^il!9X^^o ) 

(2) ^ 

H2N-R 3 






(10) 1-506468 



T^NCONH-R 3 

w 




(5*;*, R'^J:^R 2 «^tt^MfE^I60il!9^*>5o ) 




HCONH-R 3 



(St*. R>> R 2 ^J:t/R 3 li^tL^MIE^^3lt)r*fc5o ) 
(3) X 




(11) 



1 1-5 06468 




(a*, Ri&xifiRtn^tb^nmmjz&nmyx'hz* ) 

H2N-R 3 

J NHCONH-R 3 



(4) a 

HOOC-R 3 
(a*> R 3 limtE^Oil!PT^^ 0 ) 

OCN-R 3 

(a*. R 3 ttWfB£ISo«0t?*>6« ) 

^>^^r^ a 




(12) 



1-506468 




NHCONH-R' 



7. m#mi\zm&<Dfc&yo<Dmmtvx<Dm& 0 

i i. fi^i ^fe«<^^£t h^fc^gj^tcg:^i->5^<t^^^^ 5-h 



(13) 



1 1-506468 



. «fc0#L<fi. 5-t Kn^ri/hy^^y (5-HT) fefetf^ 

\zt3tfZ>*immik (CNS) gfj&, ; mm ; Bfc&tfeKS : <IsPlffi 

CH 3 

(WO 93/18026) 




(i) 



(14) 1-506468 

a 

NH 

- (A 1 -NH) m -H- (NH) n -R 4 

*/us. r^x, temi-@&£*ufcry-/us, ^ftr/u^/u^g^/c^i 

-ffiftT/u*/W ^ K V /US. 

m*3 X Tf n fi-fcih^Jx 0 * fct* 1 . 

-A 2 -R 5 

(a*. R 5 n^*y;s, txu^i^ 4~7y-/ut , ^7v J y-i - 
^r/uS, 7W?K3Es i, 2, 3, 4-fh7t: Fp^yyy-i-^/vi 
, l, 2, 3, 4-fh7t Kp^y^y y 2 — r/us^fcfi-r ^yy— /u 

- 1 — i /ui£x 

A 2 «i£^T/u^l-^S, 

R 6 

-A 3 -I\J-R 7 

(a<*\ R 6 *3j:WR7^^tt*iR, ftEtcgfe$ttfcTy-/uS x Tv-/u 
2. fc°y^/u «£jR) 7;u^/H, ^-/u ({Eft) T/u3r/ug, 3, 4- 

Kp^y^y y^/uS> «£ftr/u*/w 5: y) (ttft(-«»s^ftry- 
/u) y ^/us£ fe«:ttS^s« £ ttfc r y — /u^r^r it t> <t v ^ftr/u*-/u 



(15) 



1 1-506468 



(CH 2 ) 3-CH- 
R8 



-(CH 2 ) 2 -N-CH 2 - 

is 



-(CH 2 ) 3 -N- , 



(16) 



1-506468 




:iSfe2 



H 2 N-R 3 
(IV) 



(ii) 




NHCONH-R 



(I) 



H 2N _ R 3 1.1' -*»*~A,*4 % W-,i> N^CONH-R 3 




(i) 

(IV) (V) 




(I) 



(17) 



t&mW-l 1-5064 6 8 




00H 



(VI) 



(i) 




NCO 



(VII) 



H 2 N-R 3 



(IV) 



(ii) 




NHCONH-R 3 



(I) 



HOOC-R 3 
(VIII) 



(i) 



OCN-R J 
(IX) 




NHi 



(ID 



(ii) 




NHCONH-R 



-p3 



(I) 



[5C4\ R 1 > R 2 ib^t/R 3 (i^^ttffin5^03li9T^5o ] 



(18) 



temW- 1 1-506468 



vc&m (i) x (in. din, (iv) . (v> . (vi), (vi 
i ) n (v i i i ) *3 xxf ( i x) (Dtfrmtem*. mm<Dmm<D&mt tt^ 

(fc£;ttfX/l'=¥->\ 7^^7^y»> ^/^^^BE*if) ^^**^Sr*«f 
^*JR^l*v>L4fit*i-St>o*4r«:*»f 5i i:iS-C#. ^>b#3: Li^t>£> 

rfiftr/^u^aj turn ^ii^i^>L6@^tt6tw 



(19) 



1 1-5 0 6 4 6 8 



o 

*if) . ^p^v (fc**.ff7y*. ***if) . hy^p (ISA) 

So 

, 2— s^^vK/o/V'f /k ^MJ-y^/K ^y^f^ J4>v^ y 
■*-y-</K ^y-f/K ?y7*;^/K K^y-f/K hyr^y-OK 
9^*-/ -ok -^v^r^y-OK ^mj-t*;* y >ok ^f*y-<^ 



(20) 



t&m^l 1-506468 



^T^y-f/K ;t7*y>f/K >r ^iJ-y^/wftif) : 

-/I'ftif) ; 

n^^i/yU^/PTK^/P^i:*) ; &<*f ; 

Tp^/i. (fcfc ;/>f/K h/M-^/K h-f /K *4T) ; 

y^y-f/K ^airi/WO^y >f/K 7;x^/l^^y ^/Wftif) % ^^^/P ( 

^zf^y^f Attain ft if ; 
(fcirjifi-J-^^vK/p^y -f/K t7f^ry "f/wftif) ftif; 

tf-A- (f: i: ilf^y ^/^^r^/U/f ^/U/cC « ft if] ; 
/l^~/Uftif ; 

7!i-^'> t fr* y 4 ^ (tckz-tf-y^y *->r-fc^A\ ^^y=^ 



(21) 



^mW- 1 1-506468 



) 

sifts TAfftj^fv (tz.kz.im.mmT±3 L /^ mmm?*^;**. 

(fitt) r/^y-f/i- (^t^tfMsRgn^n^y-f/K fflsSSXyV -f 

, SlSs^O^ /K SSR^^Mr y ^ if ) ; 

i l 4 esr^rr * 3^^t8i ( j: 9 l < f2 5 * 6 m) 

hyryy^ (fcirx.(^4H-i, 2, 4-hyr/y/K ih-i, 2, 4- 
hyr/y./K ih-i, 2, 3-hyryy/K 2H-1, 2, 3-hyr/ 

y/^44T) ^ fh7/y/l' (fc^r^Lff 1H-7 h^;/y /K 2H-fh7/y/i- 
4 if) a If ; 

*>fiftfS*l|iSS; fefc*.tftrny^^ ^>^/y^;K txy ^ tT 

ih- <^x^r ^y^y/u^if) . ^yy;K >fy^; y/K rh7t kp^v 



<22) 



ftmW- 1 1-506468 



yy/K ^y/hyr/y/K *t/»=/K 

4if ; 

W/y/K **-Vi/Ty}) )V (titz-&l, 2, 4-^t^7/y/K 1 
, 3, 4-mv^7yy;K 1, 2, 5 ✓ y /l-ft if) ftif ; 

K*JR-7-'l ft^U2fiioJ:t/^ll^-l ft^L3fi£*pr£3ftV>U8M (<t 
9»*U<fi5*fc«:6m) ^«&?D1S3(I*«S, fc i: *.tf !J =/K > hV 

-/I'ftif ; 

K^JS-T- 1 ft ^ L 2 <@ *5 J: SiRJDSi^ 1 ft L 3 S: 5 ^S&ftflg^lfiiit ^ 

fci: ^.ff^^x^-^rih^y/K ^yxt^rt^r/y /I'ftif) ; 

ffiUJl^ 1 ftt^L2§i*3j:t5K5WKT-l ft^L3fi£^f1-5 3ftl>L8M (J: 

r/y/K fr^r/y/v (fcir*_tfi, 2, s-m?T*syA>* i, 2, 4 

-f7^7/y/K 1, 3, 4-f7v?7/y/K 1, 2, 5-f7^7/y^ 
4 if) s v?fc Kn^Ti^-zUftif ; 
^JII^ J ?-lft^L2fi^oJ:r/^i^ J ? L l ^>L3i$:tt-53^l>L8S (<fc 

r/y s^/wftif ; 

fiftj^T- 1 ftl > U 2 mtt-f 5 3^^181 ( J: t> L < fi 5 Sfcfi 6 A) 
O^Ft&ft1Sm*SS. fcfc*.tf*-^~/K v?tKp^-/K v^t KP^ft 
~/Wft if ; 

R»B-7-lfl**-r5 3ft^L8* U^l£L<te5£*:te6S) ^^^d 
HHf]p3ig> fcir^ff^y/i-ftif ; 

»!BlB^lfl^J:tfaitW^l4^U2fl*Wi-S3fti^L8a U 9£f£ L 



(23) 



^mW- 1 1-5 0646 8 



» 

, sO^i?^ ~/Uft}f ; 
^^X^^^^/U^ ; ft}f 

o 

NH 

- (A 1 -NH) m -l!- (NH) n -R 4 

— A 2 — R 5 

^/uS. -7#ty<< s ks, i, 2 f 3, 4-fh7t Ko^yyy-i — T/i-g 

. 1, 2, 3, 4 -r h 7 t Ko^ y y y~ 2 — f ;i-I^/cli>f ^ ^/-^ 
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UA,«=.n,*M frkRl&Z^ £&l3Kt^C* '&btitz.4t&%> (I I I 

) Sfctt-fcottSrfl:^ (iv) tfc(«(Djg^SlS$^r^iao-cMt 

TirhT^ h\ fh7t Kc^^^^fctttt^SME^-CfT 

eftWb-&« (I) SzfcfiMrOtttt. (IV) *fct«:£>4ft«:i, 1' - 

^yy—^tR^^. z e>«*<^t\ mhthtLtt&m (v) * 
tcm:(Dm.*ik&yo (i i) £ fcte-e ^jg £ H6:^iao xMig-t-s r. 

iftfls-fr* (I) Sfcte^oiSte. (VI) 

fcteRfSKf+u *t^»^T. mhtLtiik&m (vm ^^oife*^ 
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iwft^ft (i) 3nntt<Dm*. vcsm (vi i n ^ti^nm.**^?- 

TzcJSgif^fflft^jllSflSttSr^U. Lfc^oT. (CNS) gift. 

ttTkSHffi^ogBWlR*^ 5-ht 

[ 3 h] 

ph] -*x7^*isw&mfi&wm-*z>zbiz±^xmfex-£z> Q m^it* 

s<y* (Pazos) &©1 9 8 4*©*SfcB«tibot e 

(50 0^ 1) CaClz 4 mM^Jj: TJ*T X ^/U tf^ge 0 . 1 % 
Sr^tf h y (pH7. 4) *<D [ 3 H] -;**7-=¥>' (1 nM) 
b&\^3 7tf3 O^RSH^**. h Lto *#afe^^7ytyy (1 
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&^&&j±Ltz 0 mSkm (10- 6 M) £10 0m 1 &fc\zmjLtZ a ±T>y±^^ 
m&l 0 0 0 u 1 "C£>o/c 0 ^7 yf^fe/WN- — ^fflt>6^®i§i-<t 

4^7*— * — civ^^-f yt-jvsfyj* (f!J^-y (DeLean) 19 
7 8) ^I^TiCsott^^ pKi (ffi*£»<0*0*j%) Sr^^/P;/ 
7 (Cheng Prusoff) U7c 0 

Ki = mm*: 

TC 50 

Ki . C= [ 3 H] 

(1) N- (l-yf/U-lH->fyK-/l — 5 — f/P) — N* - (3-hfy 
S?*0 (#l!Wt£4fe (A) ) 

(2) N- [3- (^f/UTv^y) :7^— /U] — N * - 

(3) N- [3- (^y^T-; vV) ^-/P] — N' - [1 -ff-JV- 1 
H — F— A*-5->f /U] £ yj • 3 -!><l:*iRKJa 

(4) N— [3— [2— (3, 4-v\* h^ri/^^n/l.) rt^/P] 7v//7 
/Kl -N' - — OV— A— 5 — f/U] PUT - 3$4t 





|&$2t3 (%) 


(1) 


2 1 
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7 7 
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8 3 
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8 2 



(30) 



1 1-506468 



*i-5«fflOKK«WJ(D»-cfflt>5.' ffilBEUBHftiJtt* R«U ft*. ^ 

xSUfc if^*ft«c-C*> o X t J: t \ 

fc *) JdS^-Ttttf <fcv\, :^P^(Dlftft^ (i) (Dspja i @SSrJft 0 . 0 5 

mg. 0. lmgx 0. 25mg, 0. 5 m g > 1 m g x 20mg, 50mg, 

^t^m^j*5 x xtmrnm «t. c w «r«Mni- 6 1 «> l /t t ■? $> z> . 

BiSWl 



3-^hp/<y^u;K (lg) i:4-y h^^/VT^ (2. 2 
6g) W^nn^ (2 0ml) if (Om&m* 3 B£ffi«jg Lfco 1 

/PA=1 : 1) dftLT, N- (4-;* h^^y^/V) -3- — hvOiS/U 

IR (*S) : 3300, 1600, 1580 cnr 1 

NMR (DMSO-de, 6) : 2.80(1H, s), 3.62(2H, s), 3.79 

(3H, s), 3.87(2H, s), 6. 85-6.88(2H, m), 7.23-7.27(2H, m), 
7.60(1H, t, J=7.9Hz), 7.78(1H. d, J=7.6Bz), 8.09(1H, d, 
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J=8.1Hz), 8.38(1H, s) 

3 - = hD^y^oy^f K (1. 0 1 g) . v?^3i-/WT^^ (5 00m 
g) , TK^b^y^A (9 9 3mg) x &mtJ3])VJ* (6 5 2mg) tfh7- 
n-/f /l/Ty^^^A^^x- h (79mg) <D h/Wxy (3 0ml) ^tf) 

IR Uv^a-iV) : 1580, 1520 cm - 1 

NMR (DMSO-de, 6) : 5.16(2H, s), 6.90-7. 31(12H, m), 

7.62(1H, t, J=7.8Hz), 7.80(1H, d, J=7.7Hz), 8.08(1H, d, 
J=8.1Hz), 8.19(1H, s) 
nmftVf : 305 (M+l) 

N- (4 h^^V^/W) - 3 -~ hP^y^T^y (1. 8 g) , 

^^/u^^^/u^^/p^dy^ k dm i ) ny^r^y (lml) <D 

(15ml) *Ofi-&*SrSffiT3«FPfl*#U^io -^^20 

/vtf^/u) — n — (4 h^i/-<>i//p) -3-— hn^y^r^y^ 

IR (SIJI) : 3450, 1690, 1600 cm- 1 

NMR (DMSO-dfr, 6) : 3.72(3B, s), 4.45(2H, s), 4.54 

(2H, s), 5.16(2B, s), 6.84-6. 88(2H, m), 7. 1 1-8. 11 (11H, m) 

N- (^^/U^^v^/l^^/W) -N- (4 -*7-/\"<lsis/U) - 3 - — h 
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IR (i*f ) : 3000, 2900, 1680 an" 1 

NMR (DMSO-de, 6) : 2.27(3H, s), 4.47(2H, s), 4.54 

(2H, s), 5.16(2H, s), 7. 12-7. 4 (9H, m), 7.5-7.8(2H, in), 

7.90-8.1 2 (2H, m) 

N- v?7xr:;P7$y (4 0 0mg) x *6ft:Sf|-#c ( 

1 5 Omg) , M(700mg) <Jr t K^^V— 7kft<» (2 6 Omg) 

(15ml) *P<Dm&m&7 0tt2W»lto »&«S:ifciBU 

T-ft»SL »i§U *fltS:«*Ur, 3- (N, N-^7x^7;^f;P) 

IR : 1575, 1520 cm " ! 

NMR (DMSO-ds, 6) : 4.83(2H, s), 5.01 (2H, s), 6.36- 

6.47(2H, m), 6.56(1H, s), 6.86-7. 28(1 1H, m) 
St^#f : 275 (M+l) 

m-7^^y/-hy^ (3. 0 1g) t 1 , 1 5 -^/PtK^/W^T * 
—A' (4. 1 4 g) CD^r h7t Kp77> (30ml) *<DS£iftS:Sifi-e 5 B$PiQ 
S#Lfc 0 »«fc5-r5y-l-y^/W^K— (2. 4 8 g) (Oy- Fyt 
KD7?y (2 0ml) *0®K^P^^Co ^MTM8^S#Lt 0 8 
»$r^PD^-y^y^ (7:3, V/V) (C*»Ufc 0 

»«d^*a*S^2«*ur, 5mi * y ~/p-e 

- (3-*>7;7x-;P) -N' - (l->f/P-lH->fyK-^-5-^^ 
) (2. 48g) £#fc 0 (0. 82g) £fjf5 

mp : 203-208*0 
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IR Oli^a-*) : 3280, 2220, 1630, 1555 cm - 1 

NMR (DMSO-de, 6) : 3.76(3H, s), 6.35(1H, d, J=3Hz), 

7.14-7.75(7H, m), 8.00(1H, s), 8.60(1H, s), 8.93(1H, s) 

mmm2 

N — (3-yT;7x-/U) -N' - ( 1 <?vU- lH-fy K~/U- 5 - 
-TAO ^ UT (2. 9 9g) <D\z°})i?^ (30ml) £ h V ^;UT% > (1 0 

mi) *<Dm&\^ mt7kmtf* : &m.mT*8&fm&*\zmisfro i2^pr«m> ^ 

1 ->fvU- 1 H->f > K— 5 — f/P) — N' - (3-^^-^7/W<qe-f/U^ 
x^) (3. 19g) &'&tio 

mp : 21 1-214^ 

IR (*i/3-A0 : 3290, 3180, 1625, 1604, 1568 cm - 1 
NMR (DMSO-de, 6) : 3.76(3H, s), 6.34(1H, d, J=3Hz), 

7.12-7.70(7H, m), 7.95(1H, s), 8.42(1H, s), 8.76(1H, s), 

9.46(1H, s), 9.84(1H, s) 

N- ( 1 — ^ ^/V— lH-'f y K— 5 — -f /U) -N' - (3-^^-^7/Uy< 
^/i^^-yU) £UT (1. 87 g) CO, Ti-h^hy/U (8ml) t N, N 
-v^y ^/U^/WixT^ K (1 5ml) O^-g^^i&F&l^ 3 ^fc^/l' (2 m 
1) *m?Ltz 0 2 4ffii, M^^-T/UT« L/c Q ££Acfctj^£ili£u 
^-■r/KWlt, N- ( 1 — jt^/U- 1 H — i 1/ Y—;V— s—j/V) — N ' 

- [3- **vw] ^-/u] $\s7 • 3i74£fcmmm. ( 

2. 6 0 g) £#7t 0 
mp : 187-196TC 

IR (2v?3-rf0 : 3270, 3150, 1675, 1590, 1555 cm - 1 
NMR (DMSO-de, 6) : 2.85(3H, s), 3.77(3H, s), 6.36 

(IB, d, J=3Hz), 7.15-7.70(8H, m), 8.22(1H, s), 8.60(1H, s), 

9.03(lH, s) 
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nmw4 

N- (l-^f/P-lH-'fyK-^-5 — fjU) — N ' - [3- |>^Vl^ 

a- (-r ^y) y^/Kl !>ur(o. sig) tT~y> (o. 2o g 

) (ON, N-^f/^/WAT^K (3ml) +OS^7 0tt*8^F« 

n-^ h^:7>f — (^crn/jN/UA^l 5%y — /U) T*fS®lUT, 
N- -N' - [3- (7x^;U7 

v^/) 3,-/1/] (80mg) L"t»fc 0 

IR (*S^-*) : 3430, 3300, 1690, 1630, 1570 cm -« 
NMR (DMSO-de, d) : 3.75(3H, s), 6.22(1H, br s), 6.34 

(1H, d, J=3Hz), 6.80-7.60(13H, m) , 7.70(1H, d, J=2Hz), 8.03 
(1H, s), 8.42(1H, s), 8.70(1H, s) 

itis 

N- (l-^f/P-lH-^yK-;v-5->f;u) -NT - [3- [y^vi^ 

^ y ) y^/w] 7x^;i/] i>ur (o. 6 0 g ) ^r@?t^^^a (o 

. 30g) <D*$J->V (6ml) ff<OiS-&tt*6 St^-CTNFWIiDJIftbfeo »fl 

^^y-/K***UT, N- (3-r;^7x-/l/ 
) -1ST - (l-^f/^lHWyK-/P-5-^^) V^T • B$ik*m& 
tt (7 5 m g) £#fc 0 
mp : 214-218*0 

IR (2^3-*) : 3340, 3260, 1690, 1640, 1560, 1525 cm 
NMR (DMSO-de, 6) : 3.75(3H, s), 6.32(1H, d, J=3Hz), 
7.20-7.80(9H, m), 7.97(1H, s), 9. 60-10. 40(4B, m) 

N- — fyK-^-5-^;M — N * - [3- O 
* W^y) ^ fvkl ^3i-yw] ^7 (3 O Om g) . Zf^/UT * ^ (18 8 
me) tWHt (1 5 4 m g) <T>*# S—;l> (3ml) *<Dfi-g*«:6 0^*06 &# 
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y) ^-/u] — n' - [i -y^/u- 1 H—f > K— yi — • 

3^t**IKtt (2 7 4mg) LTfcfc. 

IR (*^s-H0 : 3250, 1660, 1590, 1540 cm 
NMR (DMSO-de, 6) : 0.93(3H, t, J=7Hz), 1.39(2H, m), 

1.61 (2H, m), 3.36(2H, t, J=7Hz), 3.75(3H, s), 6.33(1H, d, 

J=3Hz), 7.10-6.80(7H, m), 8.00(lH, s), 9.66(1H, s), 10.10 
(1H, s) 

N- [3- Hyy;U7^yy) y -N' - [l-^f/v-lH-^f 

IR (*S?s-tf : 3250, 1660, 1620, 1580, 1540 cm - 1 
NMR (DMSO-de, 6) : 3.76(3H, s), 4.66(2H, s), 6.35 

(1H, d, J=3Hz), 7.10-7.70(12H, m), 7.99(1H, s), 8.59(1H, 

s), 8.96(1H, s), 8.60-9.60(3H, br s) 

WHS 

N- [3- [2- (3, 4~i>* h^r'>7x-/V) ^JV\ Tv^7x^ 

IR Otv^-*) : 3250, 1665, 1585, 1560 cm - 1 

NMR (DMS0-d6, 6) : 2.90(2H, br t, J=7Hz), 3.62(2H, 

br t, J=7Bz), 3.72(3H, s), 3.76(6H, s), 6.34(1H, d, J=3Bz), 
6.70-7.80(9H, m), 8.00(1H, s), 9.03(1H, s), 9.41 (1H, s) 

mmm9 

N- [3- (4 -y h^r^7x^/U7^vy) ~7 ^—;V~] ~N' - [ 1 ^ 
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IR (%i/3-fi>) : 3250, 1660, 1600, 1550, 1510 cm 1 

NMR (DMSO-de, 6) : 3.76(3H, s), 3.82(3H, s), 6.35 

(1H, d, J=3Hz), 7.10-7.75(12H, m), 8.12(1H, s), 8.61(1H, 

s), 8.97(1H, s) 

mm o 

mp : 180-187^ 

IR (*^9-A0 : 3270, 2230, 1630, 1600, 1560 cm - 1 
NMR (DMSO-de, 6) : 6.93(1H, m), 7. 25-8 . 00(8H, m), 
8.83(1H, s), 9.00(1H, s) 

HKWi 1 

mp : 188-194*C 

IR (Jl^a-*) : 3280, 3170, 1625, 1600, 1565 cm - 1 



NMR (DMSO-de, 6) : 6.92(1H, m), 7.25-8.00(8H, m), 

8.66(1H, s), 8.84(1H, s), 9.46(1H, s), 9.84(1H, s) 

nmrni 2 

mp : 190-196^ 

IR (%i?3-fi>) : 3180, 1675, 1590, 1550 cm - 1 
NMR (DMSO-de, 6) : 2.86(3H, s), 6.94(1H, m), 
7.30-8.20(8H, m), 8.84(1H, s), 9.12(lfl, s) 

mm 3 

10%Pd-C (lOOmg) 1 -J^/U- 5 — = ho-fyK-^ (5 O 
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Omg) <D^? J—!V (2 0ml) *<D*jSfciD;tfco C^i^l^ETi 

3- U?* $ -/ * *vW) T-yy (3 4 lmg) £JD;t/t, - 

^S^!ftl^Ilt-«ai$ls »«ES:«5feb, ^nn^ (50ml) £tK ( 
2 0ml) iOWKSWELfco W^S^TK (2x2 0ml) "C«c»U «t»^^ 

- (3~^^f^7^y^f/P7x^/U) -N' - ( 1 - * is K— As— 5 

mp : 128-133% 

IR Otv^-AO : 1630 cm - 1 

NMR (DMSO-de, 6) : 2.16(6H, s), 2.96(1H, d, 

J«3.0Hz), 3.75(3H, s), 6.86(1H, d, J=6.9Hz), 7. 12-7. 35(5H, 
m), 7.45(1H, s), 7.69(1H, d, J-1.7Hz). 8.42(1H, s), 8.59 
(1H, s) 

H8«l 4 



N — (l-^f/K^K-^-S-^) — N' - [3- [ ( 4 — 17 3i t D 

o 

mp : 183-185% 

IR (*v?a-*) : 1610 cm - 1 

NMR (DMSO-de-, 6) : 2.4-2.6(4H. m), 3.08-3.23(4H, m), 

3.49(2H, s), 3.75(3B, s), 6.34(1H, d, J-3.0Hz), 6.76(lfl, 
t, J=7.3Hz), 6.89-6.94(3H, m), 7. 11-7.38(7B, m), 7.47(1H, 
s), 7.68(1B, s), 8.39(1H, s), 8.59(1H, s) 

mmmi 5 
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n- (i-ywyK- f^) — N ' - (3-txy^yyf;u7 

mp : 172-173^0 

IR (HiSs-fr) : 1625 cm - 1 

NMR (DMSO-de, 6) : 1.3-1.6(6H, m), 2.25-2.45(4H, m), 

3.37(2H, s), 3.75(3H, s), 6.34(1H, d, J=3.0Hz), 6.85(1H, 
d, J-7.4Hz), 7.11-7.40(6H, m), 7.68(1H, d, J=1.8Hz), 8.36 
(1H, s), 8.56(1H, s) 

mmmi 6 

mp : 174-175 C C 

IR t*S*s-A0 : 1650, 1615 cm - 1 

NMR (DMSO-de, 6) : 2.36(4H, t, J=4.4Hz), 3.42(2H, 

s), 3.58(4H, t, J=4.4Hz), 3.75(3H, s), 6.34(1H, d, 
J«2.7Hz), 6.88(1H, d, J=7.4Hz), 7. 1 1-7. 36(5H, m), 7.44(1H, 

s), 7.69(1H, d, J=1.8Hz), 8.38(1H, s), 8.57(1H, s) 

HKfll 7 



IR Ot^a-tf : 1760, 1700, 1665 cm - 1 

NMR (DMSO-de , 6) : 3.75(3H, s), 4.41(2H, s), 6.33 

(1H, d, J=3Hz), 7.12(1H, dd, J=9Hz, 2Hz), 7.20-7.45(6H, m), 
7.67(1H, d, J=2Hz), 7. 80-7. 95 (4H, m), 8.40(1H, s), 8.59 
(1H, s) 

'MWl 8 



N- [3- (1 ^ 7 ^^yu) y^z^/W] ~N' - [ 1 — > ^-/l-f 
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mp : 165-168**: 

IR (%i/a-fr) : 1650, 1635 cm - 1 

NMR (DMSO-de, 6) : 1.36(3H, d, J=7Hz), 3.75(3H, s), 

4.80-5. 10(1H, m), 6.34(1H, d, J=3Hz), 6.80-6.95(lH, m), 
7.10-7.50(6H, m), 7.69(1H, d, J=2Hz), 8.03(1H, s), 8.40 
(1H, s), 8. 50-8. 60 (2H, m) 

5f *4>*f : 337 (M+l e ) 

HiMl 9 

N- [3- (N-ff/lsT-l) y) *^/U-7*.-/ls] — N ' ~ 
^K-/U- 5 — (;U) $\sT%$mmi 3 ilMtelTUfcc 
mp : 143-144^ 
IR 0^3 -*0 : 1610 cm - 1 

NMR (DMSO-de, 6) : 3.02(3H, s), 3.75(3H, s), 4.52 

(2H, s), 7.33(1H, d, J=3.0Hz), 6.60-6.81 (4H, m), 7.09-7.40 
(8H, m), 7.67(1H, d, J-1.7Hz). 8.35(1H, s), 8.54(1H, s) 
: 385 (11+ 1) 

gafcW2 o 

N- (1 -t^A^O K— /U-5 — -f/lO — N ' - [3- (1, 2, 3,4- 
rh7t KD^/J/y-l-^^) ^^/P^^i^/w] ? UT^HJS^Il 3 

mp : 181-184<C 

IR Gci^a-*) : 1610 cm - 1 

NMR (DMSO-de, 6) : 1 . 19-1 .99(2H, m), 2.74(2H, t, 

J=6.1Hz), 3.38(2H, t, J=5.4Hz), 3.75(3H, s), 4.43{2H, s), 
6.33-6.34(lH, m), 6.42-6. 49(2H, m), 6.82-6.91 (3H, m), 7.10- 
7.40(6B, m), 7.66(1H, s), 8.33(1B, s), 8.53(1B, s) 

fCS##f : 411 (M+l) 



(40) 



l 

n- (1 -y^vw^K— — n' - (3 -r— y / y^/u:?^ 

mp : 129-131t 

IR (XS^a-*) : 1610 cm -> 

NMR (DMSO-de, 5) : 3.75(3H, s), 4.22(2H, d, 

J=5.9Hz), 6.19(1H, t, J=5.8Hz), 6.33(1H, d, J=2.9Hz), 6.47- 
6.59(2H, m), 6. 92-7 .40(9H, m), 7.67(10, s), 8.35(1H, s), 
8.52(1H, s) 

ftM : 371 (M+l) 

nmw2 2 

N- (i-^f;KyF^-5->{^) — N* - [3- (1, 2, 3, 4- 
mp : 189-190^ 

IR Otv*g-/l0 : 1620, 1540 cm ' l 

NMR (DMSO-de, 8) : 2.70(2H, d, J=5.2Hz), 2.81{2H, d, 

J=5.2Hz), 3.54(2H, s), 3.61(2H, s), 3.75(3H, s), 6.33(lH, 
d, J=3.0Hz), 6.91-7.50(10H, m), 7.68(1H, s), 7.69(1H, s), 
8.37(1H, s), 8.56(1H, s) 

mmfttir : 411 (M+l) 
MMffl2 3 

N- (l-^WyK-yl — 5 — (/is) — N ' - 



mp : 222-226^ 

IR (%i?3~ft) : 1700, 1610 cm - 1 

NMR (DMSO-de, 6) : 3.75(3H, s), 4.74(2H, s), 6.33 

(1H, d, J=3.0Bz), 6.87-7. 44(8H, m), 7.84-7.95(4H, m), 8.56 
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(1H, s), 8.80(1H, s) 
WftSHfr : 425 (M+l) 

maw 2 4 

N — (1 -^^/W >- — N ' - (3-^7xr:/U7 ^/ 

mp : 194-195^ 

IR : 1610 cm - 1 

NMR (DMSO-de, 5) : 3.75(3H, s), 4.97(2H, s), 6.33 

(1H, d, J=3.0Hz), 6.88-7. 40(17H, m), 7.66(1H, d, J=1.8Hz), 

8.35(1H, s), 8.57(1H, s) 
HSSMfr : 447 (M+l) 
ggjfeffH2 5 

N- [3- (l-T^yyxf/P) 7x-/U] -N' - (l-Z^O-f^K- 
mp : 158-162^ 

IR (*5?9-*0 : 1650, 1600 cm - 1 

NMR (DMSO-de, 6) : 1.42(3H, d, J=7Hz), 3.75(3H, s), 

4.38(1H, quint., J=7Hz), 6.14(1H, d, J=6Hz), 6.33(1H, d, 
J«3Hz), 6.40-6. 55(3H, m), 6. 90-7. 45 (9H, m), 7.68(1H, s), 
8.36(1B, s), 8.52(1H, s) 

St*##T : 385 (M+l e ) 

mm«2 6 

N- [3- (-f $ yS—sU- 1 -^/U^^/U) 7x-/P] — N* - (1-7^^ 
/l~f V 5 — f /U) * ut«:|BIS« 1 3 t mmz. LT#fc G 

mp : 170-175t: 

IR Cli/a-*) : 1630 cm - 1 

NMR (DMSO-de, 6) : 3.75(3H, s), 5.17(2H, s), 6.34 
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(1H, d, J=3Hz), 6.82(1H, d, J=8Hz), 6.92(1H, s), 7.05-7.45 
(7H, m), 7.68(1H, d, J=2Hz), 7.75(1H, s), 8.40(1H, s), 8,61 
(1H, s) 

f¥:fc£#f : 346 (M+l ® ) 

mMM2 7 

N- 7 - 5, 6, 7, 8-f h7 t Ko-2-t7f;V) 

— N* - (1 -^^/W>-K-/L— 5->f /u) ^ur^rlliS^Il 3 ^r^lrUX 

IR : 1630 cm - 1 

NMR (DMSO-de, 6 ) : 1 .60-2 .00(4H, m), 2.66(2H, br s), 

3.75(3H, s), 5.00-5. 10(1H, m), 6.33(1H, d, J=3Hz), 6.99 
(1H, d, J=8Hz), 7.11 (1H, dd, J=9Hz, 2Hz), 7.20-7.40(4H, m), 
7.67(1H, d, J=2Hz), 8.12(1H, s), 8.30(1H, s), 8.40-8.60 
(2H, m) 

mmm 2 s 

N- (2 -^^/l^^v^/l^—zU- 1 , 2, 3, 4~Th7t KP-fV^ 

#Il 3£^8SiCLT#fc 0 
mp : 218-222^ 

IR Clv^a-AO : 1700, 1660, 1615 cm - 1 

NMR (DMSO-de, 6) : 2.73(2H, br t, J=6Hz), 3.62(2H, br 

t, J=6Hz), 3.75(3H, s), 4.55(2B, br s), 5.13(2H f s), 6.33 
(1H, d, J=3Hz), 7.03-7.40(6H, m), 7.68(1H, d, J=2Hz), 8.43 
(1H. br s), 8.49(1H, br s) 

ir*##f : 455 (M+l ® ) 

mmm2 9 

N- (2 Zfitfrttisjj/Vtfzz/U- 1, 2, 3, 4-fh7fc Kn^y^f 
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mp : 153-1 56^ 

IR (Zi?3-fl>) : 1690, 1630 cm - 1 

NMR (DMSO-de, 6) : 2.71 (2H, br t, >6Hz), 3.69(2H, 

br t, J=6Hz), 3.75(3H, s), 4.59(2H, br s), 5.13(2H, s), 
6.33(1H, d, J=3Hz), 6.88(1H, d, J=8Hz), 7. 10-7 . 40(9H, m), 
7.60-7.80(2H, m), 7.88(1H, br s), 8.76(1H, br s) 

Jffi##f : 455 <M+1 e ) 

MMMS 0 

N- (2— <^v ? /U-l, 2, 3, 4-rh7tKD^y^;yy-7 — 
) -N J - (1 -^/Wf ^ ^l/7^1«13^i(Il 

mp : 165- 167^ 

IR (Jv^-*) : 1635 cm ~ ! 

NMR (DMSO-de, d) : 2 . 55-2 . 80(4H, m), 3.50(2H, s), 

3.64(2H, s), 3.75(3H, s), 6.32(1H, d, J=3Hz), 6.90-7.40 
(11H, m), 7.66(1H, s), 8.37(2H, br s) 

Mm&$r : 411 (M+l a ) 

^3 1 

N- (1 -^^iM^^v^/M^/W- 1, 2, 3, 4—T h^fc K*3f/ y 
7 — -N' - ( 1 — ^ is Y—)V— 5 — 

3 ^^tCLT#yc 0 

IR (31^3^) : 1680, 1640, 1610 cm 

NMR (DMSO-de, 6) : 1.84(2H, quar., J=6Hz), 2.67(2H, 

t, J=6Hz), 3.60-3. 76(5H, m), 5.20(2H, s), 6.33(1H, d, 
J=3Bz), 7.00(1B, d, J=8Hz), 7. 10-7. 50(9H, m), 7.69(1H, s), 
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7.84(1H, s), 8.32(1H, s), 8.52(1H, s) 

mmw3 2 

N— ( 1 — ^isiS/UX-ic^Jj/UsF^/u— l , 2, 3, 4-fh7t Kn^yy 
>- 5 -4 /U) — N* - (1 -^^/U-T^K— *?\sT*:%W$i\ 

mp : 147-152^ 

IR (Jl^g-*) : 1700, 1630 cm - 1 

NMR (DMSO-de, 6) : 1 .80-2. 00 (2H, m), 2.65(2H, t, 

J=7Hz), 3.60-3.80(5H, m), 5.19(2H, s), 6.33(1H, d, J=3Hz), 
6.90-7.50(10H, m), 7.60(1H, d, J=7Hz), 7.71 (1H, d, J=2Hz), 
7.84(1H, s), 8.83(1H, s) 

mMms 3 

N- (2, 3-v^fc: [b] 77>--7-^/u) — N ' - (3-:7* 

/m's K^f/u7x^) ^i-r^mmmi stmm^^xmtc Q 

IR (Sv^a-*) : 3260, 1740, 1700, 1640 cm - 1 

NMR (DMSO-de, 6) : 3.21(2H, t, J=8.6Hz), 4.60(2H, t, 

J=8.7Hz), 4.74(2H, s), 6. 71-7. 03(3fi, m), 7. 19-7. 42 (3H, m), 

7,66-8. 10(5H, m), 8.67(1H, s), 9.13(1H, s) 
ItM : 414 (M+l) 

ho^y^r^y (l. 5 g ) <o^$;—jv (20ml) ^<nmm^ mtm 

"ft (5 Omg) , SttK (5 0 Omg) £ fc: K7^- **P^ (2m 1 ) Srip 

0 N- ( 1 -pf^vM'V' K— )V- 5 -f/U) -N J - [3- [N ^vvi^* 

IR (2^3-*) : 3300, 1700, 1610, 1560 cm 
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NMR (DMSO-de, 6) : 3.74(3H, s), 3.76(3H, s), 4.36 

(4H, s), 5. 18(2H, s), 6.34(1H, d, J=2.9Hz), 6.80-6.96(3H, 
m), 7.13-7.36(13H, m), 7.70(1H, s), 8.41 (1H, s), 8.61<1H, 
s) 

WmftVr : 549 (M+l) 

mmms 5 

N~ (l->f/KVK"^-5-^f/P) -N' - [3- [N-^^vvM-* 

IR (*S?9-*) : 3260, 1690, 1610, 1540 cm - 1 

NMR (DMSO-de, 6) : 2.29(3H, s), 3.76(3H, s), 4.37 

(4H, s), 5.18(2H, s), 6.34(1H, s, J=2.9Hz), 6.79(1H, s), 
7.13-7.36(15H, m), 7.70(1H, s), 8.42(1H, s), 8.63(1H, s) 

^MWZ 6 

1 -y^/WV K— (1. Og) 0-<^if 
, hyxf^r^ y (o. 80ml) i:^7x^tX*!j;l/r^K (1. 23 

mi) &jbn;t/Lo s&to&smmmmisfco > (i. 

/to i£mm*m&. *x*m$L. n- (4-i//7 7x^) -n j 

- ( 1 - ^ ^/W ^ 5— f/P) (1. 1 1 g) £r#fc 0 

/UJI^b. N- (4-^7;7x-;U) -N' — (l-y^/M^K— A — 5- 
£UT££blCO. 4 1 g|f: 0 
mp : 238-240^ 

IR (*£?a-*) .: 2315, 1695, 1640 cm - 1 

NMR (DMSO-de, 5) : 3.76(3H, s), 6.36(1H, d, J=3Hz), 

7.15(1H, dd, J=8Bz, 2Hz), 7.28(1B, d, J=3flz), 7.35(1H, d, 
J=9Hz), 7.6O-7.80(5H, m), 8.63(1B, s), 9. 11 (1H, s) 
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Kfi##f : 291 (M+l ® ) 

IR (2^3*-*) : 3310, 2200, 1640, 1600 cm - 1 

NMR (DMSO-de, 6) : 2.84(6H, s), 6.68(1H, s), 6.73 

(1H, s), 7.25(1H, s), 7.29(1H, s), 7. 37-7. 67 (3H, m), 8.32 

(1H, s), 8.47(1H, s), 8.89(1H, s) 
nmfttit : 281 (M+l) 
Hfeffl3 8 

N- (3->7;7x^) — N' - (2, 3 -v>fc Kn/<y/ [b] 

IR : 2200, 1650, 1600 cm - 1 

NMR (DMSO-de, 6) : 3.23(2H, t, J=8.8Hz), 4.62(2H, t, 

J=8.7Hz), 6. 74-6. 92 (2H, m), 7. 40-7. 64 (3H, m), 7.80(1H, d, 

J=7.3Hz), 7.98(1H, s), 8.30(1H, s), 9.41 (1H, s) 
IfM : 280 (M+l) 
MMW 3 9 

N- ( 1 — p< ^ K — /i — 5 — f/u) — N' - (4 —^^■^/Uy< s e^f/u-7 

IR (*5*s-tf : 1650, 1620, 1590 cm - 1 

NMR (DMSO-de, b) : 3.76(3H, s), 6.35(1H, d, J=3Hz), 

7.15(1H, dd, J=7Hz, 2Bz), 7.27(1H, d, J=3Hz), 7.35(1B, d, 
J=9Hz), 7.44(2H, d, J=12Hz), 7.70(1H, d, J=2Bz), 7.80-8.00 
(3H, m), 8.55(1H, s), 8.91 (1H, s), 9.30(1H, br s), 9.61 
(1H, br s) 

N- ( 1 - * ^/M* ^ K— A — 5 — f/U) — N ' - [4- O^vl^tf" (>f ^ 
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mp : 95-105^ 

IR (2^3-*) : 1645 cm - 1 

NMR (DMSO-de, 5) : 2.83(3H, s), 3.77(3H, s), 6.36 

(IB, d, J=3Hz), 7.17(1B, dd, J=9Bz, 2Hz), 7.30(1H, d, 
J=3Bz), 7. 37 (IB, d, J=9Hz), 7 .70-7 .80(3H, m), 7. 80-8. 10(2H, 
m), 8.73(1H, s), 9.34(1H, s) 

W&ftVr : 339 (M+l e ), 291 (M-48(CH 3 SH)+l) ® 

mmm4 1 

IR Oli/a-*) : 3280, 1620 cm - 1 

NMR (DMSO-de, 6) : 2.83(6B, s), 6.67(1H, s), 6.72 

(1H, s), 7.24-7.39(4B, m), 7. 61-7.66(1H, m), 7.91 (1H, s), 
8.28(1H, s), 8.71(lfl, s), 9.46(1H, s), 9.84(1H, s) 
WmftVr : 315 (M+l) 
H«bW4 2 

N- [3- |>^vl^tf- ^/U] 7xx;W] -N' - 

IR (Xitirfi) : 1670 cm 

NMR (DMSO-de, 6) : 2.86(3H, s), 3.61 (3H, s), 7.25- 

7.76(5H, m), 7.89(1H, s), 8.16(1H, s), 9.25(1H, s), 9.29 
(1H, s) 
n&&tit : 329 (M + l) 
3 

N- [3- O^vl^tf- US/) y^-ZU] 77 ^ ^/P] -N' - (2 X 3-v> 
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IR (2^3-*) : 1690, 1600 cm - 1 

NMR (DMSO-de, 6) : 2.41 (3H, s), 3.23(2H, t, 

J=8.8Hz), 4.62(2H, t, J=8.7Hz), 6. 73-6. 90(2H, m), 7.25-7.51 
(3H, m), 7.82-7.86(lH, s), 8. 16-8. 20(1H, m), 9.28(1H, s), 
10.19(1H, s), 10.36(1H, s) 

nmftVr : 328 (M+l) 
4 

N- (4 -T ^ i?J -7=.=-/U) -N' ~ ( 1 — \s K— /l — 5 — /l^) 

mp : 167-172t 

IR (Sv^-AO : 1650, 1630 cm - 1 

NMR (DMSO-de, 5) : 3.77(3H, s), 6.35(1H, d, J=3Hz), 

7.17(1H, dd, J=9Hz, 2Hz), 7.28(1H, d, J=3Hz), 7.34(1H, d, 
J=9Hz), 7. 60-7. 90 (5H, m), 8. 60-9. 40 (6H, m) 

ftM : 308 (M+l e ) 

mnw4 5 

N- (1 -t'^/M' > K— IV— 5-- <J\S) -N J - [4- (7x=/U7v^y 
mp : >280 < C 

IR Ot^r*) : 1685, 1650 cm - 1 

NMR (DMSO-ds, 6) : 3.77(3H, s), 6.36(1H, d, J=3flz), 

7.15(1H, dd, J=9Hz, 2Hz), 7.29(1H, d, J=3Hz), 7. 30-7.65(6H, 
m), 7.70-7.75(3H, m), 7.86(2H, d, J=9flz), 8.66(1H, s), 9.14 
OH, s) 

If^W : 384 (M+l e ) 
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H$fcffil4 6 

N- [4- (^^v^T^vV) -7^~)V\ — N' - ( 1 — ^ 5vW >- K— 

mp : 155-165^ 

IR (li/a-fr) : 1650 cm 

NMR (DMSO-ds, 6) : 3.76(3H, s), 4.65(2H, s), 6.35 

(1H, d, J=3Hz), 7.10-8.10(16H, m), 9.34(1H, s), 9.86(1H, s) 

®fi##f : 398 (M+l ® ) 

mmw4 7 

N- (1 -^fvt-O- K— f /W) — N ' - [3- (3 -7 

o 

IR Oti/a-*) : 3250, 1650, 1 580 cm ~ l 
NMR(DMSO-de, 6 ): 1 . 70-2 .00(4H, m), 2.70(2H, m), 3.40 

(2H, t, J=7Hz), 3.75(3H, s), 6.32(1H, d, J=3Hz), 7.15-7.40 

(11H, m), 7.47(1H, t, J=9Hz), 7.75(2H, m), 8.06(1H, s), 

9.94(1H, s), 10.40(1H, s) 
WMfttiT : 426 (M*+l) 
m&W4 8 

N- (1 K— /V- 5 — f /W) — N ' - [3- (2 -^^.rz./Urc^- 

IR O^s-*) .: 3250, 1655, 1580, 1540 cm - 1 

NMR (DMSO-de, 6) : 2.97(2H, t, J=8Hz), 3.36(2H, t, 

>8Hz), 3.76(3B, s), 6.35(1H, d, J=3Hz), 7. 10-7.40(12H, m), 

7.48(1H, t, J=8Hz), 7.64(1B, d, J=9Hz), 7.77(1H, s), 7.85 

(1H, s), 8.92(1E, s), 9.28(1H, s) 



<50) 1-506468 

WRftVr : 412 (M + +l) 
MW4 9 

n- (-o-y [b] ^7^-5--r/u) -n' - [3- (7~-/\sT$i/S) 

IR (Sio-*) : 3500-3000, 1650, 1590, 1540 cm - 1 
NMR (DMSO-ds, 6) : 6.60(1H, m), 6. 90-7. 00(1H, m), 

7.20-7.60(10B, m), 7.70(1H, m), 7.85(1H, d, J=2Hz), 7.95 

(1H, d, J=2Hz), 8.13(1H, m), 8.83(1H, s), 9.04(1H, s) 
®S##f : 371 (M++1) 

nmms o 

N- [3- (7x^7^yy) :7^^,U] — N ' - (4-v^^/UT^/ 

mp : 166-172*: 

IR (JiV*) : 1650 cm - 1 

NMR (DMSO-ds, 6) : 3.59(6H, s), 7.36-7.77(10B, m), 

7.88-7.92(2B, m), 8.10(1H, s), 9.06(1H, s), 9.22-9.24(2H, 

m), 9.85(1B, s), 11.43(1B, s) 
nmftVr : 374 (M+l) 

N- [3- ^=-;UT ^i/S) ~7 -N' - (2 X 

mp : 97-105*; 

IR (*£?9-*) : 1660 cm - 1 

NMR (DMSO-de, 6) : 3.23(2H, t, J=8.6Hz), 4.61<2B, t, 

J=8.6Hz), 6. 73-7. 06 (5H, m), 7. 30-7. 62 (5H, m), 7. 85 (IB, d, 

J=7.8Hz), 7.99(1B, s), 8.21 (IB, s), 9.28(1B, s) 
nmftVr : 373 (M+l) 



(51) (&m¥-l 1-506468 

N- (1 -y^-f^K— -N' - (3-7*/l"f ^ Y**$-!V 
y^z^/u) i?UT (4 2 Omg) £fc K7^-*jFMfe (1 50mg) <D^? J 

-jv doomi) t^ii^^7 ox:x~5mr*mwL>tc 0 mmm^ik. nmm 

mp : 123-126*0 

IR (Zi?3-fr) : 1610 cm 

NMR (DMSO-ds, 5) : 1.81(2H, s), 3.75(3H, s), 6.32 

(1H, d, J=2.9Hz), 6.90(1H, d, J=7.5Hz), 7 . 14-7. 48(8H, m), 



7.74(1H, s), 9.39(1H, s), 9.51 (1H, s) 
WMfttir : 295 (M+l) 

mrnrn^ 3 

N- (4-7^^f/V7x=:;l,) — N ' - ( 1 ^ K— /U— 5 — f 

mp : 173-175X: 

IR (S^a-*) : 1635 cm - 1 

NMR (DMSO-de, 6) : 3.65(2H, s), 3.75(3H, s), 6.33 

(1H, d, J=3flz), 7.10-7.45(7H, m), 7.68(1H, d, J=2Hz), 8.44 
(1H, s), 8.54(1H, s) 

IC:fc£#f : 295 (M+l e ) 

mrnws 4 

N- (2, 3-v?fc KP^yy [b] — f/W) — N' - (3-7; 
mp : 151-153^ 
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IR (li/a-fr) : 3240, 1650, 1590 cm - 1 

NMR (DMSO-de, 6) : 3.22(2H, t, J=8.6Hz), 4.02(2H, 

s), 4.61 (2H, t, J=8.7Hz), 6.72-6.95(3H, m), 7. 16-7 .37 (3H, 
m), 7.86(1H, d, J=7.1Hz), 8.17(1H, s)', 9.07(1H, s) 
Bfi##T : 284 (M+l) 

7 h n-O;/ [b] -7*7 is (1. 23g) <D*-# J — fV (10 0ml) * 
<Dmm\^ t K7^^7kfP«l(6 6 0 ^1), mtm~m (2 0mg) ^r^^K ( 
2 0 0mg) £*D;ifc 0 ^^7 0tt*2^«U U 

aiiiu M^iitt, y-o-y [b] 77y«t r^t 

N- (3-7;/^f^7xr:/l,) — N* - {^^V [b] 7 7 -^f/U 

) 

IR (*$?s-tf : 1680 cm - 1 

NMR (DMSO-de, 5) : 3.71(2H, s), 6.95-6.98(2H, m), 

7.13-7.43(5H, m), 7.98-8. 06(2H, m), 8.87(1H, s), 9.15(1H, 
s) 

Wfi#W : 282 (M+l) 
mMM5 6 

N- (1 -t^/M' > K— — f/U) -NT - [3- [ (3-^0^/^ 

^s/*/u#^u^T=^y) ^^/u] ^^u] ^ur (ioom g ) , fh7 

t KP77V (1 Oml) — (1 Oml) 0^8^^ 1 0%'<7£? 

?J*m (3 0mg) Ztott* r^a-&»*r lftflE^ta-Cl^FBlTKSf-ftUfeo 

-r;K*t»#LT, N— ( 1 ^vlH' >- K— /W- 5 -<<M -N' - [3- ( 

IR Otv^-AO : 1650, 1540 cm - 1 
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NMR (DMSO-de, 6) : 3.75(3H, s), 4.33(2H, s), 6.33 

(1H, d, J=2.9Hz), 6.86(1H, d f J=7.4Hz), 7 . 14-7. 73(9H, m) 
IC£#W : 337 (M+l) 

mmms i 

N — (l-^/KyK-^-S-^/P) -NT - [3- [N-- <^>VM-3f 
(1 g) <7)>^y-/U (15ml) ith7tKo7?y (15ml) 

X> N- — N' - [3- [ (4-^ h*^ 

mp : 78-80*0 

IR (*S?s-A0 : 1610, 1540 cm - 1 

NMR (DMSO-de, 6 ) : 2.80-3. 00(1H, m), 3.63(4B, s), 

3.73(3H, s), 3.75(3H, s), 6.34(1H, s), 6. 86-6.90(3H, m), 

7.10-7.50(6H, m), 7.69(1H, s), 8.41(1H, s), 8.55(1H, s) 
Wmfttit : 415 (11+ 1) 

N- (l->f;KyK-/^-5-^^) -N' - [3- [ U-^/WO- 

mp : 92-94**: 

IR (2^3-*) : 1610, 1540 cm - 1 

NMR (DMSO-de, 6) : 2.28(3H, s), 3. 64-3. 65(4B, m), 

3.75(3H, s), 6.34(1H, d, J=2.9Hz), 6.91(1H, d, J=6.9Hz), 
7.10-7.43(11H, m), 7.69(1H, d, J=1.5flz), 8.41{1H, s), 8.56 
(1H, s) 
HS2#f : 533 (M+l) 
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n- — N* - [3- {t^frT^ J 

ITifCo 

mp : 172-175X; 

IR (Zi/s-fr) : 3300, 1630, 1610 cm - 1 

NMR (DMSO-de, 5) : 2.56(3H, s), 3.76(3H, s), 4.10 

(2H, s), 6.04(2H, s), 6.34(1B, d, J=2.6Hz), 7.05(1H, d, 

J=6.7Hz), 7.15(1B, dd, J=8.7Hz, 1.9Hz), 7. 27-7. 42 (4B, m), 

7.70-7.71 (2H, m), 8.57(1H, s), 8.6-8.9(3H, m) 
If^tf : 309 (M+l) 
0 

N- (1 — 7**vl"f>' K— /l — 5 — T/i-) -N' - (1, 2, 3, A-"rVv 

t Kn^y^y yy-7-^;p) tuTzmmms 7^»ar#fc 0 

mp : 174-177T: 

IR Oti/a-*) : 1600, 1640 cm - 1 

NMR (DMSO-de, 6) : 2.63(2H, t, J=6Bz), 2.96(2H, t, 

J=6Bz), 3.75 (3H, s), 3.84(2B, s), 6.33(1H, d, J=3Bz), 6.95 
(1H, d, J=8Bz), 7.10-7.40(5H, m), 7.68(1H, d, J=2Hz), 8.45 
(IB, s), 8.48(1H, s) 

l^Mfttir : 321 (M+l e ) 

mmme 1 

N- (1 > K— /^-5 — f/P) — N* - (1, 2, 3, 4-fh7 

mp : 167-169^ 

IR (jE^a-*) : 1625 cm - 1 

NMR (DMSO-de, 6) : 2.55(2H, t, J=6Hz), 3.03(2B, t, 

>6Bz), 3.76(3B, s), 3.84(2B, s), 6. 34 (IB, d, J=3Hz), 6.70 
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(1H, d, J=7Hz), 7.00-7. 20(2B, m), 7.26(1H, d, J=3Hz), 7.34 
(1H, d, J=9Hz), 7.70-7.80(3B, m), 8.86(1H, s) 

fCS##r : 321 (M+l ® ) 

N- (l-^/W^K-zl'-S — </V) — N' - (1, 2, 3, 
mp : 180-185^ 

IR : 1620, 1600 cm - J 

NMR (DMSO-de, 6) : 1.83(2H, br s), 2.51(2H, br s), 

3.12(2H, br s), 3.75(3B, s), 5.59(1H, br s), 6.17(1B, d, 
J=8Hz), 6.33(1H, d, J=3Bz), 6. 70-7 .40(5H, m), 7.57(1H, s), 
7.69(1H, s), 8.70(1B, s) 

gfi^flr : 321 (M+l 0 ) 

MteW 6 3 

N- (l-^f/K>K-^-5 — -N' - (1, 2, 3, 4 ~"r V 
mp : 225-230t 

IR 0*^3 -AO : 1640, 1620 cm " ! 

NMR (DMSO-ds, 6 ) : 1 . 60-1 .90(2H, m), 2. 40-2.65 (2H, 

m), 3.10-3.20(2H, m), 3.75(3H, s), 5.60(lH, br s), 6.32 
(IB, d, J=3Hz), 6.45(1H, dd, J=8Hz, 2Hz), 6.60-6. 75(2B, m), 
7.11 (1H, dd, J=9Hz, 2Hz), 7.25(1H, d, J=3Hz), 7.31(1B, d, 
J=9Hz), 7.66(1B, d, J=2Hz), 8.16(1H, s), 8.26(1H, s) 

: 321 <M+1 © ) 

HjKW6 4 
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N- [3- (1 -*/U*/UT 7x^] -N' - 

y Y->V- 5--f JV) $\sT (0. 3 0g) <n=-9J—jV (10ml) tp<Dm& 

i N*BMk^ h y * ( 2 . 7mD *i}\\z_tc 0 m&m* 9 ^rasss 

thI/!)At^I^ ^ nn*/UA-;< *y —/p-t^-TtK (10:1:0 
-10:1:0. 05) trffi^^^y P-r — 

N- [3- 7x=yV] -N' - [l-^/M' 

^K-zW-S— f/kl £UT (0. 19g) 

mp : 90-11 OX: 

IR (JS^r-*) : 1650 cm - 1 

NMR (DMSO-de, 8) : 1.29(3H, d, J=6Hz), 3.75(3H, s), 

4.03(1H, q, J=6Bz), 6.33(1H, d, J=3Bz), 7. 10-7.40(5H, m), 

7.47(1H, s), 7.70(1H, s), 8.56(1H, s), 8.70(1H, s) 

Wfi##f : 309 <M+1 0 ), 617 (2M+1 0 ) 

mmm e 5 

N- (8-T^y-5, 6, 7, 8-rh7tKD-2-t7f/P) — N' - 
mp : 175-180t: 

IR (*^a-*) : 1665, 1595 cm - 1 

NMR (DMSO-de, 6) : 1 . 50-2. 10(4H, m), 2.45-2.70(2H, 

m), 3.75(3H, s), 4.00(1H, br s), 6.32(1H, d, J=3Hz), 6.98 

(1H, d, J=8Hz), 7.14(1H, dd, J=9Hz, 2Hz). 7.20-7. 35 (3H, m), 

7.52(1B, d, >2Hz), 7.70(1H, d, J=2Hz), 8.69(2B, s) 

STfi^flf : 318 <M-NH 2 ) e 

mm. e 



N- [4- (7;y^f/W) ^^^/U] — N ' 



- (1 V K— /U- 5 
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--f/U) £UT (0. lOg) CON, N-^^f/l'^AT; K (5ml) ^<D 

[ (^^vi^*) pt*yi/| -<>if^- 3?toiciftgtf6 (9 5 

#\ 7KB&<b^ h y Z^mfclz <fc 19 T/u* y til- UpH=12i:U 

/K^ffltL ttai^^ffi^ bv vj*x*%Lmk, ^m^m^i^ ^oa^/w* 

^/-/U-T^^TtK (9:1:0. 1, V/V) ^^gl^i: ttffl^ 

h^7^^-trftUT. N- [4- [ [ K S /) (7x^ 
/U) ^^/P] T;;yf/V] :7nr~/U] — N ' - (l-^^/KVK-^-S- 
-f/U) firUT (0. 0 8g) S:»fc 0 
mp : 120-130X: 

IR (Sv^a-*) : 1650, 1590 cm -> 

NMR (DMSO-de, 6) : 3.75(3H, s), 4.36(2H, s), 6.33 

(1H, d, J=3Bz), 7.14(1H, dd, J=9Hz, 2Hz), 7 . 20-7. 50(10H, m), 

7.69(1H, d, J=2Hz), 7.75-7.85(2H, m), 8.53(1H, br s), 8.67 

(1H, br s) 

SCS##f : 398 (M+l e ) 

mmw6 7 

N- (1 -y^/W^K— /^-5--f/P) -n' - [3 - [ [ (-r ^ y ) (7 

mp : 144-147<C 

IR Otv^-AO : 1650 cm - 1 

NMR (DMSO-de, 6) : 3.76(3H, s), 4.67(2H, s), 6.34 

(1H, d, J=2.9Hz), 7.01 (1H, d, J=6.8Hz), 7.15(1H, dd t 
J=8.7Hz, 1.9Hz), 7.2-7.4(5H, m), 7.6-7.9(9H, m), 8.55(1H, 

s), 8.76(1H, s), 9.1-9.7(1H, m), 10-10. 4<1H, m) 
m&M$X : 398 (M+l) 
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H3Sffi6 8 

n- [3- [l - [ [ {-7^~jv) *^>v\ r^] 773, 

mp : 110-125^ 

IR (^a-*) : 1650, 1590 cm - 1 

NMR (DMSO-de, 6) : 1.40(3H, d, J=7Hz), 3.75(3H, s), 

4.70-4.80(lH, m), 6.33(1H, d, J=3Hz), 6.90(2H, br s), 7.00- 
7.50(10H, m), 7.69(1H, d, >2Hz), 7 . 75-7 .85(2H, m), 8.44 
(1H, s), 8.61 (1H, s) 

S*fi##f : 412 (M+l e ) 

H«aW6 9 

N- (1 -y^/l-f^K-zU- — N* - [3- [ [ (1-^^yU-f 
mp : 164-172^ 

IR (?^3-rt : 1640, 1580 cm - 1 

NMR (DMSO-de, 6) : 3.76(3H, s), 3.88(3H, s), 4.69 

(2H, s), 6.34(1H, d, J=2.9Hz), 6.67(1H, d, J=3.1Hz), 7.02 
(1H, d, J=6.5Hz), 7.15(1H, dd, J=8.8Hz, 1.9Hz), 7.27-7.36 
(4H, m), 7.56-7.72(5H, m), 8.15(1H, s), 8.51(1H, s), 8.73 
(1H, s), 9.00(1H, s), 9.41 (1H, s), 10.08(1H, s) 
«S^«f : 451 (M+l) 

N- [3- [ [ W^/) (~7=.=-;V) y^/U] T^/y?vk) -7^~JV\ - 
N' - (-<>y [b] »>UT -tt»*S:jOfi«6 6tra«i3: 



(59) 



mp : 132-165^ 

IR Oti/a-*) : 1680, 1600 cm - 1 

NMR (DMSO-de, 6) : 4.71 (2H, d, J=5.9Hz), 6.98-7.48 

(6H, m), 7.60-8.05(8H, m), 9.12(1H, s), 9.36(1H, s), 9.66 

(1H, s), 9.80(1H, s), 10.39(1H, s) 
@S#1?r : 385 (M+l) 

N' - (2. 3-v>tKp^y/[b] 77^-7-^) ^^T-JSKSSrll 

mp : 132-165^ 

IR Otv^a-*) : 1660, 1590 cm - 1 

NMR (DMSO-de, 6) : 3.22(2H, t, J=8.7Hz), 4.59(2fi, t, 

J=8.7Hz), 4.71 (2H, s), 6.72-6.89(2H, m), 7.03(1H, d, 
J=7.4Hz), 7.27-7.43(2H, m), 7.59-7.86(7H, m), 8.33(1H, d, 
J=6.3Hz), 9.39(1H, s), 9.58(1H, s), 9.67(1H, s), 10.40(1H, 
s) 

n&ftVt : 387 (M+l) 

N— (1 -**vW is /U-B-sf/u) -N* - [3 - (T^S^^su) y 
asi/P] 1)1/7 (280mg) tN-^>i?/\'3-3ris#/U7$=-/U- S — > ^vU>f 

y^^-^i^r (2 30m g ) wy/p^r/W3-;v (i5mi) **<om&m 

£8 Ot-e— «iD*&Lfco *«EB*«, ocr^/UA^«JJfU INtK 

J->V) dttLT, N- (1 -yf^-fyK- — 5-^/P) -N' ~ [3- [ 

o 

IR (X^a-*) : 3410, 1650, 1610 cm 
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NMR (DMSO-de, 6) : 3.75(3H, s), 4.3-4.4(2H, m), 4.97 

(2H, s), 6.33-6.34(lH, m), 6.83-6.87(lH, m), 7. 11-7.68(14H, 
m), 8.38(1H, s), 8.59(1H, s) 

mmm7 3 

n- (i - >f^yK- f/w) — n ' - [3- (r^y^^/w) 7 

*=A<] (5 0 Omg) % Ift^y^/P (3 1 8mg) y 9 A ( 

2 5 7mg) <DN, N-^f;^;^7^ K (15ml) $><DU-&%0%: 1 0 0 

- (l-^W^K- /l— 5— f/P) — N ' - [3- Hy^T^/^f^ 

mp : 119-123*0 

IR (*S?s-*) : 1610 an - 1 

NMR (DMSO-ds, 6) : 3.66(2H, s), 3.71 (2H, s), 3.75 

(3H, s), 6.34(1H, d, J=2.9Hz), 6.93(1H, d, J=7.3Hz), 7.13- 
7.44 (12H, m), 7.70(1H, s), 8.44(1H, s), 8.59(1H, s) 
1Cfi##r : 385 (M+l) 
mmM7 4 

N- [3- Hy^7;yyf^) -7^-;V~] — N' - {f<l/9 [b] ~7 ? 
mp : 78-82^ 

IR (2^3-*) : 1620 cm -* 

NMR (DMSO-de, 6) : 3.70(2H, s), 3.73(2H, s), 6.99- 

7.47(12H, m), 7. 96-8.05(2B, m), 8.83(1H, s), 9.15(1H, s) 
1f&#W : 372 (M+l) 

mMM7 5 

N- [3- Hy*^7;/>f/U) -7 =^z^;V\ -N' - (2 X 3-i/t Ko 
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mp : 106-1 12^ 

NMR (DMSO-de, 6) : 3.22(2H, t, J=8.6Hz), 4.09-4.15 

(4B, id), 4.59(2H, t, J=8.6Hz), 6.72-6.89(2B, m) f 7.17(1B, 
d, >7.4Hz), 7.29-7.64(8H, m), 7.82(1B, d, J=7.7Hz), 8.37 
(1H, s), 9.54(1H, s) f 9.75(2H, s) 

fCS##f : 387 (M+l) 

nmw7 6 

N- (1 -y^/W ^K- /U-S-^T/P) -N' - [3- [ (2-:7/H*-p-< 
mp : 109-1 12^ 

IR (^i/g-A') : 1610, 1540 cm - 1 

NMR (DMSO-de, 5) : 3.69(4H, s), 3.75(3H, s), 6.34 

(IB, d, J=2.9Hz), 6.93(1H, d, J=7.4Hz), 7.11-7.55 (11H, m), 

7.68 (IB, s), 8.41 (IB, s), 8.55 (1H, s) 
ff^tf : 403 (M+l) 

mmm 1 1 

N- (1 -^fvWf^K— — — N* - [3- [ (3-^no^V 
mp : 124-125X: 

IR : 1610, 1540 cm - 1 

NMR (DMSO-de, 6) : 2.75(1H, s), 3.65(2H, s), 3.70 

(2B, s), 3.75(3H, s), 6.34(1H, d, J=2.8Hz), 6.92(1H, d, 
J=7.4Hz), 7.12-7.45(llfl, m), 7.70(1B, d, J=1.7Hz), 8.40 (IB, 
s), 8. 55 (IB, s) 
fCSSMTf : 419 (M+l) 

mmm 7 s 
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N- (1— V K~/U- -N' - [3- [ 
mp : 126-136^ 

IR (*$*9-tf : 1610, 1540 cm - 1 

NMR (DMSO-de, 6) : 2.69(1H, s), 3.71 (2H, s), 3.75 

(3H, s), 3.78(2H, s), 6.34(1H, d, J=2.8Hz), 6.95(1H, d, 
J~7.3Hz), 7.12-7.44(9H, m), 7.59(1H, d, J=6.2Hz), 7.69(1H, 
s), 8.40(1H, s), 8.54(1H, s) 
nmftVr : 419 <M+ 1) 

mmm 7 9 

N- (l-/f/KyK-;U-5-^;u) — N' - [3- [ (4 n D^iy 

mp : 114-119^ 

IR : 1610 cm - 1 

NMR (DMSO-de, 6) : 3.64(2H, s), 3.68(2H, s), 3.75 

(3H, s), 6.34(1H, d, J=2.9Hz), 7.34(1H, d, J=7.3Hz), 7.12- 
7.43(11H, m) t 7.68(1H, s), 8.40(1H, s), 8.54(1H, s) 

Wm^Vr : 419 (M+l) 

mmms o 

mp : 141-144X: 

IR 0*^3-*) : 1610, 1540 cm - 1 

NMR (DMSO-de, 6) : 3.66(2H, s), 3.69(2H, s), 3.75 

(3H, s) f 6.34(1H, d, J=2.6Hz), 6.93(1B, d, J=7.6Hz), 7.10- 
7.44(11H, m), 7.69(1H, s), 8.44(1H, s), 8.58(lH f s) 
WmftVt : 403 (M+l) 

mmms 1 



(63) 



&m¥- 1 1-506468 



N- (l-^f/K>F-^-5 — (/Is) — N 1 - [3- [ (3, 

mp : 155-159*0 

IR Oti/s-A') : 1610, 1570 cm 

NMR (DMSO-de, 5) : 2.87(1H, s), 3.64(2B, s), 3.70 

(2H, s), 3.75(3B, s), 6.33(1H, d, J=2.8Bz), 6.97{1H, d, 
J=7.3Hz), 7.13-7.44(9H, m), 7.71(1B, s), 8.41 (1H, s), 8.55 
(1H, s) 

ICft^tff : 453 (M) 
Mmms 2 

N- (1 -*^vW ^ K— — f/P) -N' - [3- [ (N-^/i—N 
mp : 78-80**: 

IR (*v*g-*) : 1610, 1540 cm - 1 

NMR (DMSO-de, 6) : 2.10(3H, s), 3.46(2H, s), 3.50 

(2H, s), 3.76(3H, s), 6.34(1H, d, J=2.9Hz), 6.92(1H, d, 
J=7.4Hz), 7.13-7.70(12H, m), 8.61 (IB, s), 8.77(1H, s) 
nmfttit : 399 (11+ 1) 

mmm 8 3 

n- (4- (^y^r^y^f/u) -7^^;v\ -n' - [1 -y^vu-f ^ 

mp : 181-183X: 

IR Otv^-AO : 1640 cm - 1 

NMR (DMSO-de., 6) : 3.44(2H. s), 3.49(4H, s), 3.75 

(3H, s), 6.33(2B, d, J=3Hz), 7.13(1H, dd, J=9Hz, 2flz), 7.20- 
7.50(16B, m), 7.68(1B, d, J=2Bz), 8.41(1B, br s), 8.54(1B, 
br s) 
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«S#*T : 475 (M+l * ) 

n- [4- (T^y^^/u) -?^—>v\ — n' - [i-y^/w>-K— /U- 5 

-> f/W] ^1/7 (0. 15g) (^h/l^^ (5ml) ^OiiSC, ^yX7/W 
7t K (0. 0 5 2ml) £*D*L/c 0 l^^lf#i§lTt4 ^F^Jtt Lfc 0 

££g^£^*/-/u (i5mi) kjhhru imvcib^m-rvv*? 

J* (5 7. 9 m g) ^D^fc 0 jB*»* 5 0 'CC 2 ^mmW Lfc Q 

-Ciy&U ^D/t/U-^/-/P (0-5%. V/V) ^ffll^irLTffi 

^<5v/y ^y/v^ p-^ h^^37^— ic#ux. n- [4- Hy^r^y^f 

/W) -N* - [1 -^A^f^ K— ?V- 5~>f/k] (0. 11 

g) ^T#fCo 

mp.: 125-130X: 

IR Oli/a-AO : 1640 cm -> 

NMR (DMSO-de, 6) : 3.62(2H, s), 3.68(2H, s), 3.75 

(3H, s), 6.33(1H, d, J=3Hz), 7. 10-7. 45(12H, m), 7.68(1H, d, 
J=2Hz), 8.40(1H, br s), 8.51 (1H, 
br s) 

WS^tff : 385 (M+l ® ) f 278 <M-phCH 2 NH 0 ) 

mMms 5 

N — (1 -^/U>f ^ 5-^/P) -N* - [3- [ (2, 6-^> h 

o 

mp : 168-171t: 

IR (2^3-*) : 1610, 1590, 1540 cm ~ l 

NMR (DMSO-ds, 6) : 3.34(4H, s), 3.75(3B, s), 3.77 
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(7H, s), 6.34(1H, d, J-2.9Hz), 6.64(1H, s), 6.68(1H, s), 
6.87(1H, d, J=7.4Hz), 7. 12-7.31 (6H, m), 7.47(1H, s), 7.69 
(1H, d, J=1.7Hz), 8.50(1H, s), 8.64(1H, s) 
WMftVr : 445 (M+l) 

afcft8 6 ' 



N- (l-^f/KVK^-S-^/V) -N' - [3- (3-t°y^/P7<^ 
mp : 115-122^ 

TR (%Z?3-fi) : 1650, 1600, 1540 cm - 1 

NMR (DMSO-de, 6) : 2.84(1H, s), 3.66(2H, s), 3.71 

(2H, s), 3.75(3H, s), 6.34(1H, d, J=2.9Hz), 6.93(1H, d, 
J=7.3Hz), 7.13-7.44(7H, m), 7.70-7.80(2H, m), 8. 41-8. 55(4H, 
id) 

fC&##f : 386 (M+l) 
I&fe#l8 7 

N- (1 -y^/l-f^K— /U-5--T/U) — N' - [3- [ (2, 5-^:7/^ 



mp : 121-130^ 

IR (2^3-*) : 1610, 1540 cm - 1 

NMR (DMSO-de, 6) : 2.72(1H, s), 3.68(2H, s), 3.72 

(2H, s), 3.75 (3H, s), 6.34(1H, d, J=2.9Hz), 6.93(1H, d, 
J=7.4Hz), 7.12-7.44(9H, m), 7.69 (1H, s), 8.40(1H, s), 8.55 
(1H, s) 
HS^W : -421 (M+l) 
UMMS 8 

N- (l-^^/^ ^K— — -N' - [3- [ (2-^ h3rv"< 
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mp : 124- UOX: 

IR (2^3-*) : 1610, 1540 cm - 1 

NMR (DMSO-de, 6 ) : 3.68-3.69(4H, m). 3.75(3H, s), 

3.77(3H, s), 6.33(1H, d, J=2.9Hz), 6.89-6. 98(3H, m), 7.12- 

7.45(8H, m), 7.69(1H, d, J=1.7Hz), 8.42(1H, s), 8.57(1H, 
s) 

W&ftm : 415 01+1) 

mmms 9 

N- yK- f/u) -N' - [3- [ (1— f^Z/^/U) 

mp : 74-78^ 

IR Oi^a-rt : 1610, 1540 cm - 1 

NMR (DMSO-de, 6) : 3.75(3H, s), 3.79(2H, s), 4.14 

(2H, s), 6.34(1H, d, J=2.8Hz), 6.98(1H, d, J=7.3Hz), 7.13- 
7.94(14H, m), 8. 10-8. 20(1H, m), 8.41(1H, s), 8.56(1H, s) 
Wmfttit : 435 (M+l) 

mmw9 o 

N- yK- /U-5-^/U) — N ' - [3- [ (2, 4, 6 - h 

mp : 144-152X: 

IR Otv^-*) : 1700, 1610, 1540 cm - 1 

NMR (DMSO-de, 6) : 3.76(3H, s), 3.79(9H, s), 3.88 

(2H, s), 3.96(2H, s), 6.28(2H, s), 6.33(1H, d, J=2.8Bz), 
7.05(1H, d, J=7.7Hz), 7.16(1H, d, J=8.6Hz), 7. 28-7.40(4H, 
m), 7.65(1H, s), 7.71 (1H, s), 8.83(1H, s), 8.99(1H, s) 
ItM : 475 (M+l) 
^#19 1 
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N- (l-^f/WyK-/P-5 — f/U) — N ' - [3- [ (2, h 
mp : 108-111*0 

IR (5^3-*) : 1610, 1600, 1580, 1540 cm - 1 

NMR (DMSO-de, 6) : 3.66(2H, s), 3.72(2H, s), 3.75- 

3.77(9H, m), 6.34(1H, d, J=3.0Hz), 6. 47-6. 55(2H, m), 6.94 
(1H, d, J=7.4Hz), 7.12-7.38(7H, m), 7.45<1H, s), 7.70(1H, 
d, J=1.6Hz), 8.52(1H, s), 8.67(1H, s) 
SIM : 445 (M+l) 

^y-j^-s-^jv) vuT*mMMS4 tmm\zi,xmti 0 

mp : 75-90X: 

IR (Zi/B-fl') : 1640 cm - 1 

NMR (DMSO-de, 6) : 1.27(3H, d, J=7Hz), 3.40-3.80(3H, 

m), 3.76(3H, s), 6.34(1H, d, J=3Hz), 6.95(1H, d, J-7Hz), 
7.10-7.50(12H), 7.69(1H, d, J=2Hz), 8.39(1H, s), 8.55(1H, 
s) 

mmM 9 3 

N- (-O;/ [b] 77>- 5 — -N' - [3- (^/PT^/^f 

mp : 130-131^ 

IR (*v*3-*)-: 1620, 3260 cm - 1 

NMR (DMSO-de, 6) : 3.68(2H, s), 3.72(2H, s), 6.90- 

6.97(2H, m), 7. 18-7.51 (10H. m), 7.84(1B, d, J=2.0Hz), 7.93 

(1H, d, J=2.2Bz), 8.64-8.65(2H, m) 
ff&^W : 372 (M+l) 
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N— (*<>y [b] :7^Z/-5--f/U) — N' - [3- [ (2, 4, 6 - MJ 

mp : 95- HOt: 

IR (Zi>s-fl>) : 1660 cm -« 

NMR (DMSO-ds, 5 ) : 3.78-3.89(13H, m), 6.27(1H, s), 

6.90(1H, s), 7.03(1H, d, J=8.0Hz), 7.26-7.60(5H, m), 7.84 
(1H, s), 7.93(1H, d, J=2.1Hz), 8.98(1H, d, J=6.3Hz) 

®ft#W : 462 (M+l) 

mmm9 5 

N- [3- [ (3, 4-v^ h^^y^W) 7^>f^] 7xn/l,] -N 

a 

mp : 100-1 lOt: 



IR : 1640 cm " ! 

NMR (DMSO-de, 6) : 3.67(3H, s), 3.73(4H, s), 3.75 

(6H, s), 6.33(1H, d, J=2.9Hz), 6. 88-7.O0(4H, m), 7.11-7.50 
(6H, m), 7.68(111, s), 7.69(1H, s), 8.45(1H, s), 8.59(1H, 
s) 

IfM : 445 (M+l) 

mmm9 6 

N- (1 -y^vM^K—zW-S — f/U) -N' - [3- [ (2, 4, 6 - h 

mp : 178-179<C 

IR (%iS3-fi>) : 1635 cm - 1 

NMR (DMSO-de, 6) : 2.18(3H, s), 2.26(6B, s), 3.58 
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(2H, s), 3.73(2B, s), 3.75(3fl, s), 6.33(1H, d, J=3.0Bz), 
6.78(2H, s), 6.96(1B, d, J=7.4Bz), 7. 11-7.45(7H, m), 7.68 
(IB, d, J=1.7Bz), 8.52(1B, s), 8.58(1B, s) 
It^ff : 427 (M+l) 

mmm9 7 

N- [b] 77>-5H^) -N' - [3- [ (2, 4, 6~hy 

fro 

mp : 183-185^ 

IR Otv^-AO : 1635 an - 1 

NMR (DMSO-de, 6) : 2.18(3B, s), 2.26(6B, s), 3.59 

(2B, s), 3.75(2B, s), 6.78(2B, s), 6.90(1H, t, J=0.86Bz), 
6.99(1B, d, J=7.5Bz), 7. 18-7. 52(5B, m), 7.83(1B, d, 
J=2.0Bz), 7.93(1B, d, J=2.2Bz), 8.60(1H, s), 8.63(1H, s) 

SIM : 414 (M+l) 
8 

N- [3- [ (3, KD^y^yyy-i-^/u) T % ; * ^/u] V 

mp : 224-228^ 

IR (%i?i-fid : 1600, 1630, 1675 cm - 1 

NMR (DMSO-de, 6) : 3.03(2H, t, J=6.4Bz), 3.54(2H, t, 

J=6.7Hz), 3.75(3H, s), 4.66(2H, s), 6.33(1H, d, J=2.9Hz), 
6.97(1H, d, J=7.1Hz), 7.13(1H, dd, J=8.7Hz, 1.9Bz), 7.26- 
7.74(9B, m), 8.06(1B, d, J=7.7Bz), 8.46(1B, s), 8.68(1B, 
s), 9.90(2B, s) 
Wmftffi : 424 (M+l) 
mi&W9 9 
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n- [3- [ [ (t^/W * y ) (z7^-/is) **f-,v\ r^yy^vw] 7x^ 

mp : 138-152^ 

IR -(S^a-AO : 1640 cm - 1 . 

NMR (DMSO-de, 6) : SK*«ifc<Ofi-g4to, [±, 3.07 

(3B, s), 4.36(2B, s)], [§■], 2.82(2H, s), 4.62(2B, s)], 
[m?J, 3.76(3B, s), 6.34-6. 35(1B, m), 6. 75-6.79(lH, m), 
7.00-7.68(14H, m), 8. 48-8.51 (IB, m), 8.64-8.71 (1H, m), 9.6- 
9.8(1H, m)] 

Wfi##T : 412 (M+l) 
USSffil 10 0 

N- (f<^S [b] ~7yl/-l >V) — N* - (3-->7y7x^) 
mp : 208-2 15<C (MeOH) 

IR O^a-AO : 3300, 2240, 1640, 1610, 1560 cm - 1 
NMR (DMSO-de, 6) : 7.00(1B, d, J=2Hz), 7.19(1H, t, 

J=8Hz), 7.31 (1H, d, J=7Hz), 7.48(2H, m), 7.68(1H, d, 
J=9flz), 7.94(lfl, d, J=7Hz), 8.04(2H, m), 8.99(1H, s), 9.46 
(1H, s) 

nmm 101 

N- {^<>y [b] 7=7^- 7 ->f /lO — N* — (3-f«/W<^>f/l/7x 
mp : 155-164^ 

IR (5tS*s-*) : 3270, 1630, 1600, 1555 cm - 1 

NMR (DMSO-ds, 6) : 7.00(1H, d, J=2flz), 7. 14-7. 46(4B, 

m), 7.75(1H, m), 7 . 98-8. 08(2H, m), 8.60(1H, s), 9.35(1B, 

s), 9.51 (1H, s), 9.89(1B, s) 
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mmm 102 

N- [b] 7 71/- 7 -4 IV) -n' - [3- It^/utt w *y 

mp : 180-182^ 

IR (*v?3-*) : 3400, 3170, 1680, 1625, 1550 cm - 1 
NMR (DMSO-de, 6) : 2.86(3H, s), 7.00(1H, d, J=2Hz), 

7.20(1H, t, J=8Hz), 7.32(1H, d, J=7Hz), 7.46(1H, d, J=8Hz), 
7.60(1H, t, J=8Hz), 7.70(1H, d, J=8Hz), 7.94(1H, d, J=8Hz), 
8.08(1H, d, J=2Hz), 8.20(1H, m), 8.94(2H, s), 9.56(1H, s) 
mMM 10 3 

N- (*<l/y [b] 77>~7 — f /U) — N* - [3- (^^^/WT £ vV) 
mp : 190-200t: 

TR O^g-HO : 3200, 1675, 1650, 1625, 1590, 1540 cm - 1 
NMR (DMSO-de, 6) : 7.01(1H, d, J=2Hz), 7.19(1H, t, 

J=8Hz), 7.32(1H, d, J=7Hz), 7.40-7.80(8H, m), 7.96(1H, d, 
J=7Hz), 8.08(1H, d, J=2flz), 8.14(2H, m), 9.00(2H, m), 9.51 
(1H, s) 

mmm 104 

N- (1 > K— A<— 5 — f -N' - [3 - [ (2 -^^-/uy 

jafcflll 10 5 

N- (l-^/M' ^K— -N' -[3- [[(3 - hV7/U 
^jfcfll 1 0 6 

N- [3- [ [ (3-> h^rv^o^/U) T^y^/U] ^a.— /U] 
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